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CLAIMS 

What is claimed is: 

1 . A lViethod for directly identifying a candidate compound as a compound 
selected from the group consisting of an inverse agonist, a partial agonist 

and an agonist, to an orphan receptor, comprising the steps of: 

(a) Contacting a candidate compound with a constitutively activated orphan receptor; 
id 

(b) determining, by measurement of the compound efficacy at said contacted 
receptor, whether said compound is an inverse agonist, a partial agonist or an 
agonist of said receptor. 

2. The method ofi claim 1 wherein the compound is determined to be an 
inverse agonist to said leceptbr. 

3. The method djf claim 1 wherein the orphan receptor is an endogenous 
constitutively activated orphan receptor. 

4. The method of claim 1 wherein the orphan receptor is a non-endogenous 
constitutively activated orphan receptor. 

5. The method of claim 1 wherein the orphan receptor is a G protein-coupled 
cell surface orphan receptor. 

6. The method of claixfc'S wherein the third intracellular loop of said 
orphan receptor coi^pri^s^h^iollowing sequence: 

lBBHyX2 

I; B is a basic amino acid; Hy is a hydrophobic 



wherein XI is an 



amino acid, and X2 is an 
7. The method of claim 6 



amino acid, 
wherein XI is glycine. 
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9. The method of c 
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8. The method of cHaim 6 wherein XI is alanine. 

im 6 wherein XI is lysine. 

10. The method of claim 6 wherein Hy is alanine. 

11. The method of claim 6 wherein X2 is lysine. 
5 12. The method of claijm 6 wherein X2 is arginine. 

13. The method of claim 6 wherein X2 is glutamic acid. 

14. The method of clainiS wherein the second intracellular loop of said 

\y \ \ r 

_ \ \ orphan receptor comprises the following sequence: 

^ \ ^ 

10 wherein X can be any amiifo acid other than D. 

15. The method of claim £^vft£rein said sequence XlBBHyX2 is an endogenous sequence. 

16. The method oftclainrt[ 6 wh^tein said sequence XlBBHyX2 is a non-endogenous 
sequence. 

17. The method of claim lA wherein said sequence XRY is an endogenous sequence. 
15 18. The method of claim 14 wnerein said sequence XRY is a non-endogenous sequence. 

19. A compound directly identified by the method of claim 1. 

20. A compound directly identified by the method of claim 2. 

21. A compound directly identified by the method of claim 3. 

22. A compound directly identified by the method of claim 4. 
20 23. A compound directly identified by the method of claim 5. 

24. A compound directly identified by the method of claim 6. 

25. A compound directly identified by the method of claim 14. 

26. A pharmaceutical composition comprising a compound of claim 19. 

27. A pharmaceutical composition comprising a compound of claim 20. 
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28. A pharmaceutical composition comprising a compound of claim 21. 

29. A pharmaceutical composition comprising a compound of claim 22. 

30. A pharmaceutical composition comprising a compound of claim 23. 

31. A pharmaceutical composition comprising a compound of claim 24. 

32. A pharmaceutical composition comprising a compound of claim 25. 

33. A methooSfor directly identifying a candidate compound as a compound 
selected from thk group consisting of an inverse agonist, a partial agonist 
and an agonist to a\non-endogenous constitutively activated G protein 
coupled cell surface oV>han receptor comprising the steps of: 

(a) contacting candidate compound with a non-endogenous constitutively activated 
G protein coUpled cell surface orphan receptor; and 

(b) determining, By measurement of the compound efficacy at said contacted 
receptor, whetheXsaid compound is an inverse agonist, a partial agonist or an 
agonist of said recemtor. 

15 34. The method of claim 33 whel^in the compound is determined to be an 
inverse agonist to said receptor. 

35. A compound directly identified by the method of claim 33. 

36. A compound directly identified by the method of claim 34. 

37. A pharmaceutical composition comprising a compound of claim 35. 
20 38. A pharmaceutical composition comprising a compound of claim 36. 

39. A method for\tirectly identifying a candidate compound as a compound 
elected from the group consisting of an inverse agonist, a partial agonist 
and an agonist to an enaOgenous constitutively activated G protein 
coupled cell surface orpha\ receptor comprising the steps of: 
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(a) contacting a candidate compound with an endogenous constitutively activated 
G proteui coupled cell surface orphan receptor; and 

(b) eterminine, by measurement of the compound efficacy at said contacted 
receptor, whether said compound is an inverse agonist, a partial agonist or an 
agonist of saul receptor. 

The method of claim 39 wherein the compound is determined to be an 
inverse agonist to said receptor* 

41. A compound directly identified by the method of claim 39. 

42. A compound directly identified by the method of claim 40. 

10 43. A pharmaceutical composition comprising a compound of claim 41. 
44. A pharmaceutical composition comprising a compound of claim 42. 
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